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H3o6pereHHe othochtch k xhmhh 
rtoJiHMepoa, a hmchho k noJiHTpHnertTH- 
AaM, oejia^awnuiM 3 Ha htoboA cejieKTHB- 

HOCTbtO B peaRUHHX rHAPOJIHSa h -HHT- 

pcxtieHHJiOBbix 3<bHpoB Kap0o6eH3OKCH-D- 5 
h |« -ajiaHHua h HcnoJibsyeMwx b FtaMecT- 
ae KaTajiHaaTopoB Ann paaAejiemui 
paueMH^ecKiix axHHOKHCJior Ha onTH^ec* 
KH6 aHTHnoA". 

UejTt>H> H3o6peTeHH» HBJiHercH noBbi- 10 

CHeHHe 3HaHTOBOft CeJieKTHBHOCTH noiiH- 
nenTHAOB. 

H3o6peTeime HJtnmcTpHpyeTCH npH- 
MepaMH, 3 KOTOpbix HcnoJibaoBarihi cne- 
Aywame 'coKpantemcH : 1$ 

t-BOC - Tpe T GyTHJIOKCHKap 6 OHHJT f 

o-NPS - ppTOHKTpo^eHKJicyjn>4>eHHJi; 
OTcp - 2,4,5-TpHXJTopcfeeHHnoBt>ift 

3*HP/ 

Bzl - deHdHJij 20 
DMF- AHMeTYin^opMaMHAt 
DCC - OTUHKJioreKCHJiKapGoAHHMHfl; 

Et 3 N - TpH3THJT&MHH \ 

p-NFA — napaHHTpo4>eHHJiaueTaT j 
EtoAC - 3THjiaueTar 25 
Z -Kap6o6eH30KCH'j 
Ala-L - ajiaMHH}' 
Ser-L - cepHH f 
His-L - thcthahh; 

Tyr-L - thposhh; 3j 

GIn-L - rny TaMHHOBan KHcnoTa; 

ONP - napaHHTpo&eHKnoBbrft 3«J>Hp; 

C - KoHueHTpauHH; 

S - KOHueHTpauHH cyGcrpaTa; 

E - KOHueHTpamw ncxraiTpHnenTHAa; 

Tf a - TpH<frTopyiccycHaH khcjiotb; 

K t - KOHCTaHTa nepBoro nopHAxa 
ckopocth pacmenneHHH cyScTpaTa; 

K|, - ycjioBHan KOHCTaHTa BToporo 
nopHflKa ckopocth pacnieiuieHKH cy6cTpa- 4Q 
Ta. 

n p h m e p 1 . 

Boc-Tyr(0BzI)-GIu(jBrI)0Tcp (I) 

K oxjiaw«eHHOMy no -10°C pacTBopy *5 
2,5 r t-Boc-Tyr(0BzI)-0H h 3,6 r 
DCC b 20 mji TeTparHAPotfiypaHa n pn 
nepeMemHBaHHH AodaBJinroT 3 r 
HCI GIu(jBrL)-0Tcp h 0,66 mji Et 3 N. 
FlpH 3Toft TewnepaType CMecb nepeMenm- 50 
BaioT 2 *r, saTeM ocTaBjimoT Ha 16 h 
npH KOMHaxHoil TeMnepaType, BbmaBmHft 

OC3AOK OT*HJIbTpOBMBaiOT, (JjHHbTpaT 

ynapHBajoT b BaKyyMe Aocyxa. OcraTOK 
pacTBopHWT b EtoAC h npoMbmaiOT5Z-HhiM? 55 

paCTBOpOM JIHMOHHOfl KHCJTOTbl, BOAOft, 
0,5%-HWM PaCTBOpOM COAM, BOAOft. 

CymaT Ha« Na 2 SO . OmibrpaT ynapraaioT 



b saKyyMe Aofcyxa. ITanyHaioT 4,36 r 
cbipono npoAyKTa (I) c bwxoaom 95%, 
Mo ■+ 6,94 (C = 4 3A) R.A - 0,96, 
R t 'B = 0,76. * 
n p h m e p 2. 

rfa ^ T r(oBze)-Qeu(y8ze)-oTcp (ii) 

K pacTBopy 4,3 r npoAyKTa (I) b 
15 mix CH 2 Cg a Ao6aBJiHioT 2 mif 
(1,5 3KB ) Tfa, 3KeprHMHo nepeMenm- 
BawT a TeqeHHe 40 mhh npn 20°C. 
PacTBopHTejib ynapHBawT Aocyxa noA 
aaKyyMOM . H36utok Tf a yAajinioT o6pa- 
SoTKoft CenadJioM. OcTaTOK o6pa6aTbJ- 
aaioT a 6c ojtjot HUH 3&HPOM. 

IIoJiyqaioT 4,8 r cbiporo npoAyKTa 
(II) c BbixoAOM 80%, t*0^+ 8,67 (C ~ 
- 4, 3A) R £ A = 0,64; R. B - 0,9. 
II p h m e p 3 . 

t-Boc - Ma -Tyr (o8zfc)-Qfcu (f tzl)- OTcp III) 

CHHTesHpywr aHajiora^cHo npoAyKTy 
(I), hcxoah H3 1 r t-Boc-AIa-OH, 
1,6 r DCC, 4,1 r npoAyKTa (II), 
0,673 mji Et a N. nojiytcaioT 4,07 r npo- 
A ? KT & ( I3:i ) C BlrfXOAOM 90%. 

ML - 11,1 (C « 2,5 3A),R#A » U,95, 
R<.B - 0,67. * 

_ IT p h m e p 4 . 

Tla.H-Aea-T 3 r(0Bzei-QCu(yBze)-OTcpiv) 
ITpoAyKT (IV) nonyMaioT aHanorH^Ho 

npOAyKT (II), HCXOAH H3 3,4 T IlpO- 

AyKTa (III), pacTBopeHHoro a cmcch 
(2:1) xjjopHCToro MeTKJteHa h Tfa npn 
nepeMeoiHBaHHH b TeqeHHe 4 it. riocne 
cooTBeTCTBywmeft o6pa6oTKH nojiytiaior 
2,4 r npoAyKTa (IV) c BbixoAOM 78%. 
R £ A - 0,56, R £ B - 0,51. 
fl p h m e p 5. 

pioeij H - A6a -Tyr (o6zC)-GGu (y Bze ) n - 0M (v) 

1,7 r npoAyKTa (IV) pacTBopnioT b 
1,7 r DMF, AoCaBJiHioT 1 r skb Et 3 N. 
Xopomo^nepeMemHBaii, cnecb ocTaBjimoT 
npH 20 C Ha 8 cyT. FIpoAyxT BbmejtHWT 
o6pa6orxoft cMecbio MeTaHojz-3<i»Hp 
(1:3). BbiAe jieH Hbcft npOAyKT oramawT 
AHaimsoM npoTHB cmcch boas - ahok- 
caH (1:1) h JiHoi>HjibHo BbicymHBaioT. 
nonytiawT 0,89 r nojiHMepa (V) c 
MOJi.M. 8280. 

n p h m e p 6. 
Boc-H; s (;m 8z€)-5cr-Geu (f BzC)"0T C p (VI) 

CHHTesHpywT aHanorHMHo npoflyxT 
(I), hcxoah H3 1,5 r t-Boc^His 
(im Bzl)-Ser, 0,94 r DCC, 2,5 r 



HCI GIu( jBzI)-OTcp h 0,64 mji Et 3 ti 
riojiyuaioT 2,58 r npoAyxTa (VI) c 
BbixoflOM 89, 2Z. R { A = 0,36, R,B =» 
- 0,72* * 
IT p h m e p 7. 

HceHi5(im8zC)-5er-Qeu(yBze)-OTcp( VII ) 

K pacTBopy*4 r npoAyxT'a (VI) a 
20 mji adcoJDOTHoro EtoAC Ao6aajixx>T 
3,33 Mil 3 h • HCI/EtoAC. qepea 1 q 
npoAYKT ocaamaitrr cyxHM 3<J)hpom. Oca- 
aok HeoAHokpaTHo npoMUBawT 34>hpom. 
h BfatcymHBanT noA BaxyyMOM. Ilony- 
qaioT 2,5 r npoAYKTa (VII) c buxo- 
Aom 64,1%, t.iui. - 150°C,R { A =* 0,13. 

H p h m e p 8 . 

poeuH-His(im 9zl)'Ser-Qtu{$ B«eVOH<VIII) 

CHHTe3HpyioT aHanoraMHo npoAYKry 
(V), hcxoah H3 2 r HCI»HLs(imBzI)- 
Ser-GIu(JBzI)-OTcp, 2 mji DMF, 
0,36 mji Et 3 N. nonyqaioT 1,7 r ncuiHMe- 
pa- 

n p h m e *p 9, 

poeuH-(Aea-T«,r-qeu >n -0H (IX) 
0,5 r npoAYKTa (V) pacTBopnioT b 

1 2 MJI CM6CH AHOKCaH-MeTaHOJt-KOH" 

AeHTpHpoaaHHaii HC2 (1:1:0,25) h 
rHAPHpyioT HaA Pd wepHbw a re^eHHe 
2 cyT npH 20±2°C. Ilocjie BbwejieHH* 
npoAyKT (IX) AHaJTHSyiOT npoxHB boaw 
b TeqeHHe 4 q h JiHo4>HJTH3yioT. Ilony*- 
Mawr 0,28 r npoAyxTa. 3tot npoAy kt * 
Aanee o'lnmawT rejib^tfeHJibTpaimeft Ha 
KOJioHKe (60*2,0 cm), aanojiHeHHott 
ce<t>aAaKcoM G ■ 25, ajsoaHT BOAa.Opafc- 
AHOHHposaHHe npoBOAHT c noMomtio 
KOJuieKTopa <J)paKAHH LKB co cKdpocTbn 
12 Mji/q. flnn onpeAejieHHit moji. Beca, 
npoAyKT* npdnycKafOT qepea oTxajm6po- 
Bajufyw MapKepHbiMH CejixaMH xojioHxy 
(60*2,0 cm) c cefcaAeiccoM G-50, co 

CKOpOCTbfO 3JHOHUHH 12 MJl/q , MOJI.M. 

paBHa 10000. 

n p h m e p 10* CoeAHHeHKe (X) 
nojiyxiaiQT aHanorHUHo rrpoAyxTy (IX) , 
hcxoah H3 0,6 r npoAyxra Nw/1>cMe- 
ch MeTaHoji - DMF (1:10) b reueHHe 



1 3 cyr. BbixoA A«aJiHSOBaHHoro npoAYK- 
Ta rrpoTHB BOAbi b TeqeHHe 4 q coc- 
TaBjiaeT 0,25 r. Moji.m. orrpeAejieH- 
Haa rejib-iJ)Hni>TpaAHeft Ha ceft aa eicce 
5 G-50, paBHa 6500. 

IT p h m e p 11. Khcjto THuft nw- 

POJIH3 CoeAHHeHHft (IX) H (X) . 

ITo 2 Mr owneHHwx noji HTp Hne rtTM— 
Aob pacTBopiwT b paaHux aMnyjiax co 
10 CTORpaTHUM H3 SbiTKOM 6 a . HC{ . 3a- 
naaHHbie b To.xe aaoTa aMnyjn* Btmep- 
XHBaioT npa 105°C b TeqeHHe 18 n. 
3aTeM aMnyjnj BcxpuBajoT, coAepxHMoe 
cymaT b BaKyyM-axcHicaTope „ OcTaTra 

f J paCTBOPHK>T B AHCTHfUIHpOBaHHOft BOA 6 

h xpoMaTorpajKHpyioT Ha 6yMare b 
npHcyTCTBHH cooTBeTC tb ywnn-fx cBHfle- 
rejieft. ITonyqajoT cjieAyvoopce pesyjibTa- 
to: R i AIa - 0,31, Tyr - 0,4 1 f 
20 GIu - 0,27, R f His - 0,08, Ser - 

0,18, GIu - 0,26. B xaqecTBe CBH^e- 
Teiiff Ana cpasHemus flemran R* Ha 
nonocxe xpoMaTorpa*Hqecxoft GyMarn 
pa aom c rHAPOJDfaaTOM hahocht co* 
25 QTBeTCTByrauHe CTaHAapTHbie aMHHOKHc*- 
jiotm, b peayjibTaTe nonyqeHu cuie- 
AywnjHe BejiHqHHbi Rf : Ala - 0,30, 
Tyr - 0,41, GIu - 0,26, Hia - 0,09, 
Ser - 0,18. 
30 H p h M e p 12* B x»Bery q 
06l>eM0M 0,6 MJI BHOCHT 0,36 MJI 
0,1 M *oc*aTHoro 6y$epa, pH 8,0, 
0,2 Mn BOAHoro pacTBopa nojiHTpK— 
nenTHAa c KOHueHTpaqKeJi 0, 1 M (ha 
35 MOHonepHyw eAHHHqy) w no 0,04 mji 
pacTBopa cyficTpaToe c KOHAeHTpamu- 
mh 5.10-*, I -lO**, 2s 10**, 4-10-** 
6«10-», 8*10^, 10»"10-*"M. KtoseT-y 

BHOCHT B CneKTpo4K>TOMeTp H HSMepHlOT 
4Q HSMeHeHHe OUTHqeCKoft njIOTHOCTH 

pacTBopa xax *yHKAHw BpeMeHH • ITpn 
.xojioctom oribrre pacTaop nonHTpKixen— 

THAa He BHOCHT. nOJiyqeHHbie 3HflqeHHfl 

KOHCTaHT npHBeAeHbi b tb6ji . 1 
45 (pH 8,0, t » 30°C>. i . 

B Ta6n.2 npHseneHa saBHCHMocTb 

3HaHTOBOtt CeJieKTHBHOCTK. OT MOJI.M* 

, nojiHTpHnenTHAOB. 

TaxHM o6pasoM, HSoOpeTeHHe nosBo- 
naeT noBwcHTb SHaxTOBy cejiexTHM— 

50 HOCTb nOJIHTpHnenTMAOB. 



T a 6 n h u ^ 





P • i . 

H-Olis-Ser-GIu^-OH 


_ _ A ; _ . 

H-(AIa-Tyr-GIu)„ -OH 


CydCTpaT 


MHH**' 


MOJT b / MHH 


KD/KL 


K | • MHH 


, K « i,, 

MOJlb/MHH ' 


KD/KL 


p-NFA 


A . Kf^ 
*f • 1 \J 


A ^7- 111-*! 




»» 4 m 4 t\~4 


3,50* 10 * 





Z-D-AIa-ONP 


12,3 'I0~ 4 


24,6* 10-* 


1,17 


11.5-1CT 4 


23-10-* 


1 ,30 


Z-L-AIa-ONp 


10,5.10"^ 


2,1 .10-* 




8 t 8-10~ 4 


17,7. 10-* 





npHMe<taHHftt B cnyxae p-NPA KomteHTpamu nonHnennina pastia 

5* 10*' M (Ma MOHOMepayB eflHHHqy), a a cnynae 
Z-L-AIa-ONP, Z-D-AIa-ONP - 6«10"» M, 



CO-^, Ser • -KH-CHtOO- ,'c8b«-NH- 
- .CHy-OH 





HOlis-Ser-GIu),. OH 



T a 6 ji h n a 2 



H (Ala-Tyr-GIu ) _ OH 



f Moji.m. 


Jkd/kl. 


Moji.m. 


n 

j^KD/KL 
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1,05 


8000 
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1,20 • 
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1.17 


8000 
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1,17 
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JT p h m e t| a *H H- e :flnH npoTOTHna 3Ha- 

whhh RO/Kt =0,99. 
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